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(57) Abstract 

Compounds represented by the general formula (1): X-L-Y or potential tautomers, stereoisomers or optical isomers thereof, which are 
useful as anticancer agents because of having an antitumor activity, wherein X represents paclitaxel or its derivative; L represents a linker 
having a functional group; and Y represents TT232 of the general formula (I), wherein A, represents lysine, citrulline, argininc or ornithine, 
in which amino and carboxyl groups bonded to the a-carbon atom so as to form an amide; or EABI of general formula (II), wherein Z, 
represents C(=0)NH or (E)CH=CH; Z 2 represents C(=0)NH or (E)CH=CH; represents H or methyl; R 2 represents i-butyl or i-propyl; R 3 
represents H, i-butyi or benzyl; and R 4 represents H or i-butyl; and * represents the binding site to L. 



(57)g#j 

(5E$cK Z, 14 C (=0) NH|/:(i (E) CH=CH*iU Z 2 14 C ( = 0) 
NH*fcl4 (E) CH = CH^iU Ri i4H ££14^ U R 2 ii i - 

R 4 i4H£fc(4 i 

*!4L£©3££rSB#£^i*-) 



AE 




ES 




L I 


y tf >->a?-{ > 


SG 




AL 




F I 


y j > ? v K 


LK 


* y * 7 v^r 


S I 




AM 




FR 




LR 




SK 




AT 


;i— * h y T 


G A 




LS 




S L 




AU 


h7 !) 7 


GB 




LT 


y F7-7 


SN 




A2 


7i^/Myt> 


GD 


fist? 


LU 




S2 


^7'^7> K 


B A 




CE 




LV 


y VV<<7 


TD 




B B 




GH 




MC 




TG 




B E 




GM 




MD 




T J 




B F 




GN 




MG 


T # U *\> 


TM 




BG 


TVutf y T 


CW 


■ Wit 


MK 




TR 




B J 




GR 


*=y ->-r 






TT 




BR 




HR 


;a7f7 


ML 




UA 




BY 




HU 




MN 




UG 




CA 




! D 




MR 


^— y 9-t 


US 


*@ 


CF 




I E 


7>f/V7y K 


MW 


~ryV* 


uz 




CG 


= >-=f- 


I L 




MX 




VN 




CH 




I N 




NE 




YU 




C I 




I S 




NL 




ZA 


mryy %&fam 


CM 




I T 


y r 


NO 




zw 




CN 


<PS 


J P 




NZ 


— a— • v?— 5 V K 






CU 


a. — /< 


KE 




PL 








CY 




KG 




PT 


# A* h # 






CZ 


* = 


KP 


Amu 


RO 


;i - T 






DE 


IMS' 
-r ? 


KR 


s 


RU 








DK 


KZ 




SD 








EE 




LC 




SE 









WO 99/25729 



PCT/JP98/0S172 



m m m 

K-tr (docetaxel)^^'J ^^-trA/ (paclitaxe 

1 ) ^©**v-;U ( t a x o 1 ) f a 7'J <t%^S©3c^ 

^(D•femmtLX$&mlfcmfi i mtbZ>nx^,^Z) (K.C.Nicolau, Nature. 367, 630 
(1994) ; 8. A. Hoi ton, J. Am, Chem. Soc. , 116. 1587 (1994) : D. Masopaolo. 
A. Camerman, Y. Luo, G. D. Brayer & N. Camerman, Proc. Natl. Acad. Sci. USA, 92, 
6920 (1995) '.IStit^m^, 21(5), 583 (1994) ) 0 

— ^ ISfilS©#<liV"7h^^f >Hr^^- (somatostatin receptor) 

z&»mmis-c^z z t&taztixis o cuueb^— ei?. mmm. sbssi^u 120) 

, 665(1993) ;mwm, liiffltt— flk rt^^Oii^. 10, 41 (1992) ) „ * 9 h 
Vlrl-Y (Octreotide) m<D V "7 V X 9 f- >mm#lZ \tf- n is > * j- - -if (Dfllftl 

- (Keri) z>\z& lommmm^mmmmwTT 2 3 2*<«^$n/= (Gy. Keri. 

et al. , Biochem. Biophys. Res. Comm. . 191, 681(1993) ;Gy. Keri. et al. , Pept 
ide Research. 6. 281(1993) ;Gy. Keri. et al. , (1993), Peptide Chemistry 19 
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